^PCT/JPOl/01132 

0 * m # * ^ ^2.0301 

JAPAN PATENT OFFICE 



W « ¥ ^ 0 

Date of Application: onnn-to 

2 0 0 0^ 2^1 70 

j^g' ^|g> jcy ( 

Application Nu^be* #H 2 0 0 0 - 0 3 9 4 1 5 

ffl Sf A 

AppUcantfs): ^ffc^X!^^ 




PRIORITY 
DOCUMENT 




2 0 0 ld^ 4 ^ 27 



S 



* I* « ^ 

Commissioner, 
Japan Patent Office 




»* W2 0 0 1-3 Q344 



5 0 



#2 00 0-03941 



[«E3i#-&] TKS-4079 

[&Tft] #fF^«W^ 
imffiftm-frM] C07D203/02 

C07D203/24 

C07C227/14 

C07C229/30 

i&ffixizjgffi) jsmmmEt&xbm 1 3 5 1 - 1 2^4 

[ft*] flit 

c^mxtt^m] ^tfjRiNn^r^ift^irr#iiRT4 - 10-13 

[ft*] m#mm 

[■ftBfXliMHr] **JR#^r&fSK^BfIS»r 1-1-1-1303 
[ft*] 

IMXttM] ^WTOrfrA^niAg 1085-3-404 

[ft*] « 

[&/?rXtiM#T] ^|jH^fg| 1-13-1-302 

i&mxitmm] &mmto-&)\mtia-£)\mmm 82-2-501 
[ft*] #±«- 

[»8ff#-*3 000000941 



1 



ffifE4# 2001-3034450 



#2 000-039415 



005027 

21.000R 



0® i 



2 



ffiU# 2001-3034450 



#2 000-03941 



hs*£i] rgaa; (i) 
at i] 




C0 2 H 



(1) 

* (2) 



ffiSE#2 001-3034450 

/ 



#200 0-039415 



lit 2] 




C0 2 M 1 



(2) 



Tiaa; (3) 

[ft 3] 




C0 2 M 



p 



1 



(3) 

-v&***y*m?o p 1 \*2&&Tf/xte4&tf-humcum2ft>fr'<y 



2 



ffi$E# 2001-3034450 



#2 00 0 — 03941 




*©ai : *a*i*«a©T^yss:iii»t-sii:K:j:yTffi« (4) 



[ff:£«4] TIH^: (1) 
[ft 4] 




NH 2 




ffllE# 2001-3034450 



#2 000-039415 



[ft 5] 



X 




C0 2 M 1 



NHP 



1 



(4) 

[ft 6] 

|^^C0 2 M 2 
N 

P 1 

(3) 



mU*fc 2001-3034450 



#2 000-0394 1 



7 y^-v y*m.-t* p^KfiBKifiic. ) x*mztiz>N-um-7V 

[f^6] ^ (4) ^cfev^TP 1 ^2--^^/<>if>^;l//}^-;l/SX^i4 - 

[ft 7] 



*^/3K>MXa:*6DJft*, (5) 




p 




£S£$§ 2001-3034450 

J 



#2 000-039415 

KtoVTmunzfts ties; (6) 

[ft 8] 




C0 2 H 



NHP 



(6) 

[»#£8] 5$ (5) iZ&^TM 3 tfV^y^ -}-hVV&, MgCl, MgB 
r, Z n C 1 XttZ n B r t^SM 712i©»„ 

[*#£9] m#^S:TfB^; (7) 
R 2 SH (7) 

R 2 ii, «*fS[i~2 o©g^L<«toSg|©r;i/^;i/S, 

-3 0©gm^b<«4ffg^ODT^;i/^;i/*, 3tliifc*»6~3 0©tt&3gL< 

t ■t&m&m 7XS8 &m<DW&&. 

[fill o] 7% (7) -e^^tis^^— Mt###f*7i;-^T?»s«# 

1] 5* (5) T?*$*l*^«^«tt*^Tffi* (8) 



6 



ffifE4# 2001-3034450 



#2 000-03941 




(8) 

m*v kt*»;, ztiZTmjZ (3) 

Ut 10] 

j\^.C0 2 M 2 

N 

P 1 

(3) 

7 ffi|E# 2001-3034450 



#2000-039415 



) T^^tlSfb^^LT, TIE^ (9) 



7 

2] ^ (8) TI35£ (10) 

[ftl 2] 



[fb l l ] 




C0 2 H 



NHP 2 



(9) 




(10) 

8 ffiSE# 2001-3034450 



#2 000 — 03941 



m*mi 33 as (s) <DP 3 tfi*mm** p^** i ix 

[ffsftgl 4] TfB5£ (1) 
[ft 1 3 ] 



ftTt^aU (4) 




NH 2 




9 



ffi|E#2 001-3034450 



#2 0 0 0 — 0 3 9 4 1 5 



[ffcl 4] 




1 



X 



NHP 



1 



(4) 



. HicTIH^: (5) 

R 1 !^ 3 (5) 

r 1 ^ mmm. 1-30 <Dw.mm u < t*Mga©T;v^;vs, ^ntfc 7 ~ 



1 o 



ffilE# 2 0 0 1 -3 



#2 00 0-03941 



Utl 5] 



R1 




C0 2 H 



NHP 



(6) 



5] ^ (i) iz&^Txtfm.mm?''Z2b2>m&T%i zumom^mo 

6] ^ (5) C^^TM^'Jf')^ th';>?A, MgCl, Mg 
B r, ZnClXttZnBrOV^timSfMl 4X&1 5gB«©§g)I& 

o 

7] K«»€:Tfi* (7) 

R 2 SH (7) 

8] 5$ (7) T^^tlS^^-Mfc^tl^^-^xy-^T'^S^ 
HMttgl 9] s£ (5) T*3*i&£*£JSMt£#T«55; (8) 



1 1 



£ttIE4$ 2001-3034450 



#2 000 — 039415 




(8) 

, rtiSrTIB^: (4) 
Utl 7] 

/C0 2 M 1 

X Y 

NHP 1 



(4) 

1 2 ffifE4f 2001-3034450 



#2 000 — 0394 1 



5ft£%£LTTSB:i£ (9) 



P 5 StfP 6 lii4lt, *JR«^L<ttr^yS©litfllSS:**r^ 

^ (8) ^sfts^i&jRKife, Tia^; (i o) 

[ft 1 9 ] 



[ftl 8] 




CQ 2 H 



NHP 2 



(9) 




(10) 



mfflE# 2001-3034450 



#2 000—039415 



[»#«2 i3 & (8) <DP 3 tf*mm*. p%^>^i/iT-fe5i^i 9x 
.[»*«2 2] ria^: O) 

Hfc 2 0] 



[flf$£2 3] 

[»#*2 4] T§25£ (9) 




P 




1 4 



m!E4#2 001-3034450 



#200 0-0394 1 



Hfc2 1] 




C0 2 H 



P 5 P 6 N 



NHP 2 



(9) 



[2&g?tf)i¥*H&m9§] 
[0 0 0 1] 

[0 0 0 2] 

&&mm&mmT*&z» m±^m<D—^nhx. ^ft^tyxo^toH 



1 5 



ffi|E# 2001-3034450 



#2 000 — 039415 



[0 0 0 3] 

U ^>©'JfWWJ (Tetrahedro 

n Lett. 36 151, (1 9 9 5). 

(-) ft^ffiN 3 - 3 - — >x^-r^/i:#«S!I©KJi5K:J:»; 

3&£gg|-r<5#& (Tetrahedron, 4 1i, 1833 (1985) 
) 

(H) #*£iSttN-liS«- 3 - a- K-T^-^x^/i/fc^&fcMfGfc'&fcfc b 

fcft, #«^ttlHltS«S***» ( J • O. C. 5 7i, 3 3 9 7 (1 9 9 2 
) ) 

jfiL#**«6«:SlSS"eS**fe (J. Am. Chem. Soc. 10 7*, 7 1 
0 5 (1 9 8 5)) 

/1/£#J*U ^«^M»«&RjSS**#«fe (4fH§¥7-2 5 2 2 0 2) 

[0 0 0 4] 
[fg SBtf L <fc 3 £ "* 5 SB] 

LfrL&#£> (-) ©*ffitt^5fi»©^MT-fe^y KKm^HTfcy^^fiJR 
*T?&yxSI»K:£#Jfc#S6T?ti:jQ:v*. £fc (n) (3E) ©^attvx-fti*) 



ffif£4# 2001-3034450 



#2 000 — 03941 



[0 0 0 5] 

mm & t=. #> o^m 

*^^#e>ii, ±mzm&, &MizA^~*sffi&yt*£m&3-j\uT^-ymmfo 

«t»;. mtbxgjmmzR-D, M^^mmx^mxim^mr^jmmm^ # 
zizm-oit. 

•t&ti-htt&w&Tma; (i) 

[0 0 0 6] 



rsas; (2) 



[ft:2 2] 




NH 2 




2001-3034450 



#2 000-039415 



[0 0 0 7] 



[flS2 3] 




* /C0 2 M 



HN 



(2) 



3) 

[0 0 0 8] 



[ft24] 




P 




ffiH# 2001-30344 50 



#2 000 — 03941 



R¥ (5) 
[0 0 0 9] 



[0 0 10] 

±SB5£ (1) T*mZtl2>3-S\U7 i 7 — >Xte : ?:<Dm&-£ft 
2>&<D7$;m*&n?Z>Z.£lZ£V^ TiS5£ (4) 



lit 2 5] 




NHP 




1 9 



miE# 2001-3034450 



#2000-039415 



[0011] 
[ft 2 6] 

/\* X0 2 M 1 
NHP 1 



(4) 

U 3glCZl4l£±iB5£ (5) ^3*iS^»£M«llfc*iJI"t 5 hie «fc€>±ia 
[0 0 12] 

[0 0 13] 

(3) T*3n*N-4s«-rs?y^>-2-*^/d?>»»#* 



2 0 



ffi$E# 2001-3034450 



#2 000 — 03941 




[0 0 14] 
Ut2 7] 




C0 2 M 2 



(3) 



ji#ymmmftx&z<Di&T**)2bz> 0 

[0 0 15] 

H»*#jc, Tia^: (8) 

[0 0 16] 



2001-3034450 



#2 000 — 039415 




(8) 

7tf "J KSr^fS^-BrT^DSTIB^: (9) 
[0 0 17] 
Ut2 9] 




(9) 



&IE4# 2001-3034450 



#2 00 0-03941 



o tot, ±IB5£ (9) •e^stis^fgftr^yftSl^^fctt^ 

[0 0 18] 

»Ttc#J8ili&iMWK:«iE*5. TIB® l T?*S*i6. 

[0 0 19] 

[01] 

£1% X=g (a) JCOV^TSWrrs. afcDgTfttsS (1) ff -AD 

T^gHtlift ttfc£# (1) £Wir&) fe, tfitS^fcfcfc^rtatffcU 2 

MftffitS^Ltii, * (2) -!?*sn*3«^?Sttr^us?>-2-* 

;i/^>g& (2) ) &w«-r* Q 

[0 0 2 0] 

s (1) tbXit, «^tfL-3-^nor5-x D-3-9nU77 

— >, L- 3 -yn s E75->, D-4-^D=E77-X L-3-3-K77 

iilKliUSfiKlSnf^S (#0^1 0- 1 8 6 3 1 4) □ 
[0 0 2 1] 

ft^tt (2) CfcWC, M 1 ^**^, T^A'^MB^ 7^'J±i^ 

?a. #>;?a. -fe^9A«^tf-e>n«. r;i/^u±^Mi:i/T(t, v^* 

^>?A, a/i/S/tfA, ?A^#Ptfe>*i£ 0 7>=e-tf AfcbTB:, 



2001-3034450 



#2 000-0394 15 



[0 0 2 2] 

fc&m (i) (2) ^<«&fcmg©#&-ncf?e>= jfciifcbTfcmKiR 

[0 0 2 3] 

Tth-h'J^/, fh7tKD77>, 1, 2-S?* h3f£/x#>, 1, 4-5? 
[0 0 2 4] 

££tt, MS. (l) K#UT«*tf i**e> l 0S*4£MU ± 

#*L<ttO*C*v& 1 0 OTC, 3?Kl#*L<tt2 0TCj&>& 8 OlCTff? 
e>o reibT^tSjfc^ (2) tt, agfifcUTJMLT&aXgKljg^T*) 

&v*u £jS&©£iu£©x@{cM^Tfc&^e L,T#j§rrs*§£. 09*. 

[0 0 2 5] 

&ICX5@ (b) JC3V^T»U!*<5. *X^T'li^ (2) *e*S*l*3fe^iStt7 
^U^>-2-*;i/^>M (2) ) &«©#&Tlc^&I£MJ&£ 

£4* (3) ) SrMlg-rSo 
[0 0 2 6] 

ft^tt (3) ICfeVxT. P 1 ^ 2 M^/Xtt 4 & h niicf t ^ tlfe 

>H/S. 4-^hn^>f>^;i/*^;H, 2, 4-y-hn^f>^*-fl/ 



2 4 



ffi|E4# 2001-3034450 



#2 000 — 0394 1 



[0 0 2 7] 

iti$® (2) (Dit&m (3) ^(D^mit. ummti&mzmmt&o ummt 

j mzm.AT-ZZ&MT'&nimizfcfetsti&^-fyK u < & 2 h uKy 
i£yxj],ft=.jii7u^j h\ 4 hn^>^>^-^^n7>f K, 2, 4 
-^nhn^Oif^x^jiN^i/^n^-f KtfSStf&tu JSic^^ b< »2 h 
uKyHyxfrfc—jiZn^j h\ 4 -n h w<y-i£y jip n^-f Kt* 

[0 0 2 8] 

fbv^*$/?A, 7K^b^h^^;i/T> 

, ft*. L<tt*^fbU^^AT^S 0 
[0 0 2 9] 

;nv-;i/. r-fehnhu;K fh7tFD77>, i, z-v^ h^-ty^^y, 

1, 4 -i?^-^r-9->, tert-^fWf^x-f^ h;i/X>, Jgfb^^U 
[0 0 3 0] 

ejswu as, (2) tc*fLTMx.«i^e>i o^iftiu _h 

ia»*tf». b<ii- 2 oic^e, 8 ot, jsic^ 1 * L<tto*c^e> 5 own 
e>. '^LT^-rs^b^ (3) «*i*»«0W**#K:j:sji&ffl, «ie 



2001-3034450 



#2 000 — 039415 

_^ i»:j>ntr>a 

ir ^ 

[0 0 3 1] 
[0 0 3 2] 

fticxg (c) £ov*T8iiJI"r6. *X^7?{i, (l) £&S©##T 

iz&mmtfcfctsit. ^ (4) wb^* (4) > &w»i-rs. 

fl:^* (4) jcfcv^t, x, m 1 ^^ (i) fcH*T*y, p 1 ^ it^m ( 
3) fciwcfcs. 

[0 0 3 3] 

it&m (i) (4) ^(D&mz&MM &mm. 
%izjin (b) -ettffl-rsfcofciiHre&s. 

[0 0 3 4] 

##*bv\, ^**«fcLTtt, Tirh>, x#y-;K W7u 

i, 4-^^p-y->, tert-ywfii/i-fii/, h;vx>, mtzrv 

[0 0 3 5] 

(1) C»lT«Atflfr&10Si«fflU _fc 

e> 0 i^bT^rt-r-sft^* (4) it. mitiZMnviimmmiz&zmm. mm 

[0 0 3 6] 

7£tcxig (d) iz-D^xmmir^r, #XgT?ttfl;£4& (4) &£2S©##TJC 
^WSMfcU fc^ft (3) 
[0 0 3 7] 



ffiSE#2 001-3034450 



#2 00 0 — 03941 



^ffc^U^A, TfcM^b^A, *lft;tiJ9A, J5»#ytfA, 
[0 0 3 8] 

[0 0 3 9] 

MJSte> aiS, iftSSr-ffc^W (4) ^e> 1 O^I^MU ± 

fr^. iitt4«t«ft^|i (3) «AJia*©^«»ltK:j:*ttm, g 

^©^^cJ:yM 2 ^7K^M^r^^f^:^i:Lr^#LT*^v^L, M 2 #y 

&lCXg (e) iCoV^T^tS. *Igt'lift^i (3) lC*fU R^ti 

zft&mm&ms$,m (5) ^fiiss-frsi^icj:*;^^^ (6) zm&^&o 

[0 0 4 0] 

ft^fe (5) iCfc^T, R 1 ^ ^mt!Cl~2 0CDgm^L<«^Sg|<Z)T^ 

<DnmmL<immm(DTv -Jim. mmm2~3 oommmh <\mMm<DT 

[0 0 4 1] 



2 7 



ffi|EE# 2001-3034450 



#2000—039415 



n-^pfcT^/is, -fv^ntr;^ 2- (1, 3-^V7>-2->f 
^;i/g^#Ptfe>*i£o «*3R7~3 0(Z>s^b<ttMSgl©T^;i/^;i/Si: 

2-7xn;i/^ntf;i/«^^tf e>n-5o «*»6~3 0 b < 

y^^m. p-* b=*S^xx;i/g, 2--^7^;i/S^#if e,tis 0 ^Hi£8[ 

SI^L<ttMB&©y;i/*:^;i/g£LTi±, x^-;i,s. 3, 
3-s;^^;i/-3- (N-/<>^) 75;7"d;^^1/I, 3, 3-i?*3-)V 
- 3 -y* J y°uA;v^?vm> 3, s-*;>i^^/-3- (n, n-v<y*jji) 

T$ JzfUrtJlstrfrm. 3, 3-^^^;i/-3- (N-/<>i;n^i/*^^ 
) J ^n/tfl/^Ol/g, 3, 3-^^^;i/-3- (N-tert-7*h^i/* 

[0 0 4 2] 

ffc-&& (5) IC^VNT, M 3 te. (5) i:LT#«SJSffi«:^-r*«ft 

■ T-n/*U±Jg^MCDtB^, MgCl, MgBr, ZnCl, ZnBr^jfi 
[0 0 4 3] 

(5) <Dmm%mz. itat® (5) ©a^ic^oT, «*.«H#fls^ 

[0 0 4 4] 



ffilE4# 2001-3034450 



4#2 00 0-03941 



, 3, s-*?*?-n,-3- (n, n-^/Osw 7 5 j ^ntr-^y^i*, 

3, 3 -*?**7l/-3 -75 J -fUlf-JlVWJ*. 3, 3-^*^;i/-3- ( 
N-'OSJn^rS/jb/l/jK^flO 75 y ^"O/WI/^I/U^^A, 3, 3-^*5^ 
-3- (N- t e r t b*c*/Jl ?ltf-Jl 7 5 J ¥-)hV 

, 3, 3-£?*^;i/-3- (N-^>^;i/) 7 5 / \f.—)\s~?!f %W 1*9 U 

J K, 3, 3-^*^;i/-3- (n, n-s^'Os?^/) 7^;^n hT^l/V^ 

^i/^A9n5>f K, 3, 3-^*^-;i/-3 -7$ J zfUif-ns^sfZi/VJ*? 

n^h\ 3, 3-^^^;i/-3- (N-s<yi?u3r*/it])vtf-)i) t*j?u 

tVVlfjW'f^i/y&ZU?'! 3, 3- 5?*?- /I/- 3- (N-tert-^ 
b^ri/^;V3Kr.;i/^^;i/) 7^ ^^Dtr-;i/-7^^$/ij7A^D^^ 3, 3- 
(N-^ypji) 75 y y n tf^;i/ v A -sr>f h\ 3 

, 3-^*^;i/-3- (N, N-^>^) 7$;^D^;i/Yn^'?A^ 
D7-f K, 3, 3 - i/^f ^/-3 -75 ;^ntf-;i/"7^i/^A^n7>f K, 
3, 3-i;^^;i/-3- (N-^>£?n3r 75 y ^n7\ 4 ;i/^f;i/v 

^S/^A^nv-f F, 3, 3 3 - (N- t e r t -z? hZ-ZsJlK 
[0 0 4 5] 

?Stt*m$:^1-Sfb-&#ii:LT«, 3, 3-^*^;i/-3- (N-/<>^;i/) 7 
5yyntr>, 3, 3-^^^;p-3- (n, n-V'O&ji) r^szfuify 
, 3, 3-^f;v-3-75 y ^nvf>, 3, 3-$/*^;i/-3- (N-Ky 
i?U%-i/%)]/tf—))/) 75>^^ntf>, 3, 3 3 - (N-tert 



ffi§E# 2001-3034450 



#2 000-039415 



^D7>f K, t e r t-^vni/^Ayn?^ F^##lf £>*i£. 

v ^* v k,^*^ * V i/^ s? h\ ^ v ^* i/V^VJ vzfu M fry ^ 

»U*-*A, ^®UftfA7^h\ ^U-Y-ZbttlS, «*^*S/9Ay$ K 

mw^utfy it® t&mm*£<Dfcfe^&vmmT* (5) ©j^u^ 

btit 2- (i, 3-y^-^y^>-2->r;i') x^;i/v^*S/?A?a^>f 
h\ 2- (l, 3 - 2-^r;i/) if ^v^i/^AyDY-f 
n-^7ni/^n^F, ^>^;i/v^*$/?A*n^>f b\ n -:/ 

;vf^ Xtf j*ffciE»»I* t e r t -^;i/^©i/7^vy^-^^#ife> 
, 2- (i, 3 -v**v^y- 2 ->r;i/) ifMn^K, 2- (1, 3- 

t e r t «xli7ni/fA, ffilft 

[0 0 4 6] 

« (5) ^#^^c^v^TM^^"eM 2 ^JglS^-T*feS^fc^%©MSHi:RlSS: 



ffi§E4# 2001-3034450 



#2 000-03941 



%M*m^Z>M&. i&m£LT&fflx.&. *»fl:U^^^ ^fb^hU^A, 
*U ?A t e r t -rf h\ n-^;i/';^^A. sec-^'Jf^ 

XfcSF*L<i*lfre>3S4T?&»J, ftl^ (5) ©ttffiattft^* (3 

aLlSSMv^-rfl:^* (5) &#»K:fflv^*^tt, ft-£r% (5) 

$J (3) iCifcflC&LT. #£L<te2;fr£> 1 0^§A, MlZftHL<l*2-frt> 5^ 

*X@tCfeV>T. ft-^ft (3) <Z)M 2 ^JRm^T^e^li. ft#ft (5) <Z)& 

m&mtiam (3) tc^LT, ^KsiA^iost, ji^*l<«i^ 

[0 0 4 7] 

(3) (5) ^HICISDTT^ 

fc-Tsr^cfcoTft^ (6) #f§£>*l£o t£oT, (6) icfc^T. 

P^P^BICffeS^ Xtt**!^"?**. (6) KfcWt, R 1 ** 

[0 0 4 8] 

(3) tit^m (5) ®^fsi±, 

$1 (5) ©a^lCfcoT |S!i«fh7bKD77>, 1, 



3 1 



ffiSE# 2001-3034450 



#2 000-039415 



[0 0 4 9] 

mmm*. -i 8-c^e>i 5 or, #£L<&-5oicfre>i ooic-e> ±iaft 

(3) tCJtgBSi*<Z>S*»©fc^ft (5) &«£U &£L<te0. 5^e> 

wa. M&itmm^zm^zK&mz>7 3Ly?'Lfc%i. mn^mm. m^s^> 

[0 0 5 0] 

ft£4&> (6) fcmfl^&£Lfc^iK©xgcM^Tfc&v*u ffiiMLtt) 

^y^ji^-^m<DBum^m^^n^mx^uitm\zmM^n^i>K m*. 

it. & (7) T*^^tiS^^--;Hfc-^%?:M^T^e)^i:*^#So 

3; (7) T^$tlS^#^^cfev^TR 2 ^i^l5(l~2 o©g^b< tt^S^ 

ffc6~3 o0@ii^b<ii^ffmcDry-;i/ST^$tis o £tmtfci~2 o©g 
^L<tt4fffiSI(Z)T;i/^;i/ai: bin x^;i,g, n-^ntf;^ 

„ >fy^ntr;i/S, /\3f>>;i/g, 'OS?/Hf##w f e>*i*. 6 ~ 3 o <z>« 
t*£U<ttfc*ill©yy LTIi7i-^ 4-hU;i/S, 3-bVJV 

2-h'j;i/g, 4 -^DD7x-jH, 2-^nn7xiM, 4-^;i/^- 

f*7i;-A, 4 - b;i/x>^^--;K 3 - h;i/x>^;*-;i/, 2- 

[0 0 5 1] 

ftn^hu^A, mnnvvj*. *$fty^?A, **fttM;!7A, # 
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-rbv <?a* h*>>K, h'jx^7^>, try s?>*#$s»fe>ft, # 
£ b < ttg^ * u a -e & s . 

[0 0 5 2] 
[0 0 5 3] 

MS, &g£ftlNfc (6) JC#l,T«*.tfij*e>2 0««M 
. ^ii<ttowe,iooTc, Htc#* t<tt2 o"c*»6 8 ox;w^ e re» 

[0 0 5 4] 

ifcXgKiasv^T, ffc^ft (5) ilLt^ (8) T*&S*l*£J|yi2*-y 
K&tfv>fc»&, ^-tSft^ft (9) tt»r«<»jre& JKTJCffftH 

[0 0 5 5] 

5£ (8) T^$nSffclN&!tC£^T. P 3 P%afcftl/T#*S-y-Xttr5 / 

> P^^mt^Xit. MX-&p\ P 4 ^(C/^i?MT^§i^ P 3 P 

fl,tf—n>& y-t^/HS, 'OW/HS, ^onytf^, h;i/x>x;v^- 
s<>i£>x lift— 2-=. bvOHy XA'ik—J\/&s 4 -~hn^ 
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>if>;wi/5ft^;i/g> t e r t - ^h^J/*M-;i/^f i^i/*^ 

a/^-;^, p 3 , pV^ic<>^;i/S. p 3 , p*tfmz&mm*. m*m\fz> 

M 3 tt. {t&to (5) C^W§M 3 i:BiT^S3ii\ A, 
[0 0 5 6] 

3; (8) -e^sftsy-fe^y Ktt, ^ do) ti$ti5 3, 3-^^^;i/^ 

•rsri:lcJ:y^$gi-€>ri:^T^Sc ffc#* do) jcfcv^T, P 3 . P 4 lift 
£fc (8) fcHI«*e&<&. 
[0 0 5 7] 

, t e r t --7*A,V?°Vi*qF1fimtf £*U »*b<ttn-^^U^^A"e$> 

So ^SUf ^A75 F£LT&> ^-ry^ntr;i/U^^AT^ F, U^A'n 
* * * * Jl 9 2? K*#«* & *i <5 . 
[0 0 5 8] 

V^i/^A^DV^K, t e r t - ^f ^Y^e/^A^n7>f R tert 
-^^ni/'JA/nv^ F^##tf e.H5o tiYni/OAy^ F£ L 
Ttt, ^nnvni/^Ai/'>fy^D^75 F. ^nnYni")MW 

a /\ *v * */ ^ v ^itm-f e> tis o 

[0 0 5 9] 

fl^<» (3) titism (8) ©sjsic/gv****, ^m*> &.mism. 
mm\z. (3) mt^m (5) ±«a* 
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mvit^m (8) tit^m (3) i&mzj&vm&m-tzztiz 

(9) &#S3i:^tS„ W#*02fSitt±fBfc£4& (6) {cut- 
's IB«£HI§IT*&5 0 

fcjcxg (f ) kovmtm-TSo #xgTfttffc#« (4) Zit&to (5) 

^illC^CTr^yS^^^lr-rsrfclCj:^, (6) £ 

S§5tt-S. RjS^^Ji, X.M (e) £H«|to#i£&ffiV*S£fc#T?£*. 

itilr® (4) (5) Sr>SJSSi±S*\ ft-£r% (4) JCfc^TM 1 ** 

*StM^-e&£l§1^ctt, &S£MVN5a\ IbZWlfc^m (5) £#«McMi% 
TM 1 *^MM^feS<b^#l$:MI§LTMf&:^-&S„ fc£U Xg (e) fctt 
JSfcy, fb£$> (4) <o^M^F±©>!K^M^*^ (5) 

^m^Ltst-to. \ti$m (5) afctf/xttatasoft^w (4) izMtzmmmiz 
. xn (e) K&tfzK&m (3) cM-rs^s^tK/xM^ (5) ©s* 

&KJfc$eLT#<ffi^£££}&Wi:L^,, BP*>. (3) {CfcHTM 2 #** 

iMMR^T?**^©^*.**, (5) Xtf/Xttttt 

©ft^ (4) IC*!hr$ftJ§*tt, JM (e) JClfcttSft^ft (5) 

o\t&m (3) tc*f-rss*ii<j:y i^*j^±#<mvN-g>rii*w*bv% < , 

[0 0 6 0] 

XXMlClS^T, fc^m (5) £LT5£ (8) T*^£*lS£MT-fe^y 
K£/BV^3£KJ:»;, tffiHTII'^i: LT^flg^fb^% (9) 
tfT'^S. -tcDS&Mtt, (3) ©ftfctJMt^ (4) £JB^£z:£, & 

tf> \t^m (4) JC#LTft^« (5) 3U*£IS©£«KfclS*#±#<JBV* 

53tMH (3) iift^* (8) <DfcmtmmT*&2>. 

[0 0 6 1] 

& 6 , 6 - v * * ;i/ y v y mm ft & * r £ # m . 

[0 0 6 2] 



3 5 



ffilE^ 2001-3034450 



#2 000 — 039415 



IC © # |& £ £ *l £ =fo <D T* & & V> 0 
[0 0 6 3] 

mmmi (s) -TVvv>-2-ijn'tfynv s f-vj*&G>w& 

(S) -2-^DO-77->10. 0g (81mmol) 5:0. Sf&fe&Wtib 
Df9A*|S«3 2 OmLtC^?a"e^0b. 6 0^t2l|TO$tfe o ?K£M 
ffi©£L£©%#£*lfc^tK%&CX#/-;i/2 0 OmLfeitlX., bfc 
Jg£58!lb£„ 5&£^SL£#^x*y-;i/l 5 OmL£;&0;l, £/&bfc£f 
&«J8fctt*U (S) -TVV*?y-2-%JlftfynV*VJ*1At:3. 88g 
#fc„ JR¥4 6%, 0. 4%T&ofco (fcESttl, 4-j;*#1?->€:rt 

1 H-NMR (4 0 0MHz, CDC13) 8 1. 76 (d, J = 5. 9Hz 
ri H) , 1. 8 3 (d, J = 2. 9 Hz, 1 H) , 2. 3 7 (d, J = 5. 9 
Hz, 1 H) o 

[a] D 2Q =-3 9. 4 (c = 1 . 0, H 2 0) 

Mt&W2 (s) -N-2--hw<ygyxjift=-;]s-TPVPy-2-%;v 

•$yna>$m 

mmmivm^ntz (s) -r^vvy-2-^^symv^^^m.^ 6 5mg 

(5. Ommol) S*2. 5 mL tC*§fi¥b 5 TJTfSM n fc?;i/X^;i/7 ^ > 
0. 96mL (5. 5mmol), 2 -X h n KyUyx/lft— D U K 1 . 
33g (6. Ommol) 7izh>2. 5 mL fcjto*. 2l$|BLRJ£3i3rfc. *i£T 
. itttTJpH.2. Olzm&Lt=.&, Sf^x^;i/3 0mLT*^iffi£3Imii£^JJgb 
fco *8U1£>!K> *»Aft*3 0 mLT?ft»bj|**it b 'J 35® 
^$E£*£ffi@£LT (S) -N- 2-xhn^>if>^;i/^x;v-T^U ^> 
-2-#;i/#>$£Jt&$t&:fK%£LTl. 15g#fe. JR^6 4% 0 
1 H-NMR (4 0 0MHz, CDC13) 8 2. 8 0 (d, J =4. 4Hz 
, 1H) , 3. 10 (d, J = 7. 3Hz, 1 H) , 3. 61 (dd, J = 4. 
4, 7. 3Hz, 1H), 7. 7 7-7. 8 2 (m, 3H) , 8. 23-8. 2 
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7 (m, 1 H) „ 

[0 0 6 4] 

mMM3 (S) -N-2--hn^>f>xM-;i/-rj;i; i ; > -2-^ I/ 

(S) -2-^D-77->2 0 0mg (1. 62mmol) £*6. 4mL 
iC^LTK^fcU^^Al^^l 3 6mg (3. 24mmol) SM6 0r 
T*3t$l»<«^Lfc 0 MlS^$:^T5'CTr^h>6. 4mL, 2-^h 
n^f^M-^ D 'jK4 3 1mg (1. 9 4mmol) , **fcy** 
Al*fr»68mg (1. 62mmol) l»|i^30m 
L. 6N8i(pH2. 0*fc*«Cflia.3Jf, *I*6|»l^5 0mL 
T*2®fta}£U fiI^5 0mL, ttUAS* 5 0 m L Tf^, &*Mg&^- 
hU9ATf««a*531 % **fc*H:T»fil, (S) -N-2--hn^1?> 

[0 0 6 5] 

«JM4 (S) -2- (2-rhn^>f>xM>7^ K) -6-^ 

N, N-^/O^-i, l-^^A/^n^^r^>3. 5 0g (12. 
6mmol) ftfh5tKn75> («TT H F fif) 5 0 m L Kl**S1i, 
-7 8*CT*n-^^V^^A//\^r-9->^9. 2 mL (1. 5 4M, 14. 
Ommol) fc5mtlTLfc. 0X3T? 1 l*|B«^Lfe«, Htg«T2lfff& 
ftfc (S) -N-2-- hn/<>-if>7.;i/^-;i,-T^U^>-2-^;i,^>^ 
1. 15g (4. 2mmol) ©T H F 1 0 m Lffiftft 0 TCT*i0^fe o -£©MM 

&&*T*m&LM*%LWLi-hVVJ±T°mM. LT (S) 

~ 2 ~ ( 2 ~— H D / <>^'>x;i//iN>T^ F) - 6 S?;!//^ y - 6 
*»-4-^?*ymit4. 3g^ oH PLCM (YMC ProCIS, 
KH2P04, H3P04buffer (pH2. 5 ) /7t h V JV = 4 / 
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6, 1. OmL/min, ^^F^5. 8min) CJ: »Jil2 4 %, lR^4 7 

1 H-NMR (4 0 0MHz, CDC13) 5 1. 34 (s, 6 H) , 2. 8 
6 (dd, J = 16. 6, 4. 8Hz, 1H) , 2. 92 (dd, J = 16. 6 
, 4. 8Hz, 1H) , 3. 79 (s, 4 H) , 3. 8 5-3. 9 0 (m, 1H 
) , 4. 25-4. 35 (nu 1H), 7. 05-7. 30 (m, 10H), 7 
. 60-7. 72 (m, 2H), 7. 80-7. 85 (m, 1H) , 8. 0 5- 
8.15 (m, 1 H) „ 
[0 0 6 6] 

d©fc©& h 'J^^5"JAy7^*>T?filU ^fMXf^i LTH 
PLC##Tbfc£r3, ft5M*fttt9 8%e e (#>f -fe/l/tfcfic hiralpa 
kAS, AdFf>Ay^n;V-^9/l, ?SS)|1. 5mL/min, (R) 
ft 9. 6min, (S) ft 11. 2min) t^ofc. 
[0 0 6 7] 

HJSM5 (S) - 2-T^y-6-^/0^;i/T^7-6-^^^-4-/\ 

(S) -2- (2-^hn^>f>^^>75 F) - 6 -^>j;;v75 y - 
6-^f^-4-A^f>i4. 3g 2. Ommol) £y-fe h 

— HJ/l/8 OmLJC»j»S-&, *^Ki*'J!?Al. 4g (10. lmmol 
) , ^*7aiy-^/0. 8 6mL (8. 4mmo 1) *g.UT*M7(-fr B 4 O^CT? 
-BfeSfS S8Ki*'J9A0. 7g (5. lmmol), f-if7x. 

J-JIO. 4mL (4. Ommol) &£fiT?flD;fc, $ fC^tf)* * 

, »Bftx^^3jKMS:3ia^bfe. **fc««U ** J 

mm. mm-tzzuKz*) (s) -2-r^;-6-^>^r$;-6-)i 

[0 0 6 8] 

HJ&M6 (s) - 2-r^ y - 6 -v^y&fryz J - 6 -*?-J\/-4 -/\ 
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0TCT^^;-MOmL}:tftft-^2. 6mL (3 5. 6mmol) Zffi 

tu 1 oa^jssitfc. 5 *y»e>ftfc (s) -2-r^y 

- 6-*?<y*?fry$ y - 6-^f^-4-^f>af6iW[i. 39g©^^ 

m&&*^m&vmymmi'hvt7j*'eiitM* *>]&&mm*&& , &&Lx (s> 

- 2 - r 5 y - 6 - ifKy >J)VT ^ y - 6 - * 4 - yWl* ^;i/x* 

f^6 8 7mg^#fe„ HPLC^t (YMC P r o C 1 8, KH 2 P0 4 , H 
3 P0 4 buffer (pH2. 5) /7t h-h'J;i/=4/6, 1. OmL/m 
in, tfU#B£!S2. 7min) tCJ: *J t*K4 9 %T?&«J, ^SJ6« 5 ^ & W 5 2 

1 H-NMR (4 00MHz, CDC13) 8 1. 34 (s, 6H) , 1. 5 
0-1. 80 (br, 2H) , 2. 68 (dd, J=16. 6, 4. 9Hz, 1 

H) , 2. 75 (dd, J = 16. 6, 5. 4Hz, 1 H) , 3. 62-3. 6 
6 (m, 1H), 3. 74 (s, 4H) , 3. 77 (s, 3H), 7. 05-7 
. 3 0 (m, 1 OH) o 

[0 0 6 9] 

mMM7 (S) -2- (tert-^htJ/A^A/) 

(s) - 2 -y^ y - 6 -s?*>$?/by^ y- 6-^^;i/-4 -^^a**- 

M^6 8 6mg («I4 9%, 0. 9 2mmol) STHF2 OmL tC?§ 
fl?U tltS?- t e r t - - h 0. 8 7mL (3. 8mmo 

I) , h'JiW5>0. 80mL (5. 7mmol) feflHifc. ^(Dlk&a) 

umx'i 5^Hf&$-frfe©t», imi&ikyy'e-v&Tk&tiLtttoz.. mm^ 

**«:*JBEe3fel,T (S) -2- (tert-^h^F^A^) - 

6 -^>s;;i/y^ y - 6 -*^;i/-4 -/\:^>&*^;i/x;*^;i/4 6 2mg 
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*H-NMR (400MHz, CDC13) 8 1. 315 (s, 3H) , 1. 
3 2 4 (s, 3H) , 1. 47 (s, 9H) , 2. 7 4- 2. 8 6 (m, 2 H) 
, 3. 73 (s, 4H), 3. 79 (s, 3H) , 7. 0 5- 7. 4 0 (m, 1 
OH) . 

[0 0 7 0] 

(S) -2- (2--hn^>^*>T§ F) -6-i;^> 

^;i/T^ y - 6 - ^^;i/-4 

N, N-i/'/<>^;i/-l, l-^f^n/\W75>10. lg (3 8. 
21112101, 2. 2^4) &THF4 0 m L — 1 0 "C T? n — ~7*f~]\/ 

V*VJ* 25. 5mL (1. 5M, 38. 3mmo 1,2.2 

5:10^miTU 3£lC- 1 OVT'immmWLT-te+V K?£8E£ 
MfgLfc„ J85©£j£g#K: (S) -N-2-^bn/<>f>^*^-7^'J 
^>-2-^j;i/^>^4. 8 1g (17. 4mmo 1) 0THFM5 OmLS: 
Atl, - 1 0Viift$9L±T*m&Vt~T J £*V K*J*fc 1 O^ftT^T, 3 B£ 
Rf«#Pft, l«fe«t»4 OmLS:in^Si»S:ffjfcS*fc. «£ETTHF&«*1, 
fe©*>, Wm^f-frl 0 0mL€:in^.3«)£a»€:iDApH2K:||«Ebfcft«a 
MiiTKSSr^MU *M^&ttiftx^^ 1 0 0 mLT* 2®ttmu ^«iM$r^t> 
•frttfrAJfcKTfifciSK m^mWtT h y *ATtt«L*«fc«JBET#56b (S) - 
2- (2-^.hDK>1f>x;i/3}N>T^ K) -6-^>i?;i/y^ .7-6-;*^ 
/1/-4 -^:/^;vMtf>5|g£j»& 1 6. 7 6g#fe„ HPLCM (YMC P 
roC18, KH2P04, H3P04buffer (pH2. 5)/7iZh — 
h'J^=4/6, 1. OmL/min, «JH|5. 8min) lC<J:yil49 
%, fl5^8 8% 0 

[0 0 7 1] 

(S) -2- (2-—bw<yi£>x»ftyT§\!) -6 -'OS? 
;i/7^ / - 6 -*^;i/-4 ->^:^>ll©SI3i 

N-'O^Vl'-l, 1-^WD;^W5>8 9. 7g (517. 7m 
mol, 2. 9^*) &THF2 6 6mLlC^j5?$t, - 1 01CT*n-^f ;i/'J 
('V^riOigftD 344mL (1. 5M, 516mmol, 2. 9 ^S) 
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filS*»lc^J6#|2*^ffe>*ife (S) -N- 2 -- hu^y-gyxfrifr-jv-T 

i?Vi?y-2-j]jl#ym4 8. 5 g (178. 2mmol) 0THF1OOO 
mL»«&A*U -1 0 TCtc^O_h*eWi8Lfer-fe^ U K**£3 0##tfT 

U *»^e«»»x^^/2 5 OmLT*ttffiL@^x^;i,M<D#£$cjE 
$g|$LT (S) - 2- (2--bn^>^>^M>7^ K) - 

^y-6-^^^-4-/\^>^©j|g^^6 3. 8g (^H — NMR «fc 
S6 0%) fc^fco iK^4 8. 2%. 

1 H-NMR (4 00MHz, C5D5N) 8 1. 50 (s, 6 H) , 3. 2 
7, 3. 33 (dd, J = 5. 8, 16. 6Hz, 2H) , 4. 22 (dd, J 
= 12. 2, 12. 2Hz, 2H), 4. 6 9-4. 7 2 (m, 1H), 7. 2 
1-7. 29 (m, 4H), 7. 5 0-7. 64 (m,.3H), 7. 85 ( d , 
J = 7. 8Hz, 1H), 8. 47 (d, J = 5. 37Hz, 1 H) „ 
[0 0 7 2] 

^S6«10 (S) ~ S - 6-<yisjlT* J - 6-*^Jl-4-s\ 

•jrym&mm. 

*t«8t#b*ifc (S) - 2- (2--hw<ygyx)\,ftyT$ K) -6- 

K>^^y$^-6-^^;i/-4-/\^>^ffi^#,6 3. 8g (i!6 0% 
. 78. 7mmol) B^-MOOOmL, THF 1 0 OmLlC^t 
> tk^T*mmijVV&4 9. 2 g (3 5 6. Ommo 1) , **7*J-fl,6 o 
. OmL (5 3 4mmol) ^^MXt^ a 4 0 t^T* 2 4 B£|^Kj& 
x ^ ^ ; -;i/$:^ffiT^ ISixf ^ 2 0 0 m L, *2 0 0 mL IC^flPL^Jf 
*I^Il;»ix^2 0 OmLT'3|lI^U £ ig&^e p H 6 IC 

*^T"feh>S:JllA^l5fe|gfiS:55aLT»«>l 7. 5g© (S) -2-7$; 
-Q-^yV^7^j-6-^^;]y-4-^^ym^m^ 0 JR^78. 3 % D 
: H-NMR (4 0 OMHz, D2 0) 5 1. 5 7 (s, 6H) , 2. 82, 
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2. 93 (dcL J = 5. 3, 17. 6Hz, 2H), 3. 80 (t, J = 5. 
3Hz, 1 H) , 4. 12 (s, 2H) , 7. 0 5-7. 4 7 (m, 5 H) 0 

mmmi 1 cs> -2- (2--hnK>^>^>7^ k) - 6 

M^KTHF (5ml) tC. 7)\,z5y%MT. 01Ct^y^DW^> (1. 

8 3ml, 10. 5 Ommo 1) , 33 <fctf n-:/>;i/D^?A (1. 4 9M 'X 
^y^WL> 6. 9ml, 10. 2 9mmol) £©JBJ$T?WTU 0"CT 

1 -^^^^yDAVl/^l/T^ > ( 1. 14g, 5. 25mmol) 
©H*THF (5ml) mm*. 5»miTUc 7 8 "CT* 

10m -1 OTCT'l 0 4>K«#PLfc«, (S) -N-2--hn^>f>X 
;i/^-;i/-T^U S?>- 2 -^j;i/JK>^ (5 8 Omg, 2. lOmmol) ©| 
7KTHF (5ml) ®m*mTLfc B -l 0rT2B||SI3 0#S#l/fcft, £j£ 
i§i£lC*5ml Ztiaz.Tfi.m*W±2l£t=.. »»x^^/ 5 0 m 1 ib< 

7i^^OVh^77>f- (y C-2 00, 6 0 g, ^\^rif 

1 : 1) T'4iLtiir5, (S) -2- (2-^hn^>€>X;V*> 
7^ K) - 6-/<>i/>^-^t/^;i/^-;i/T^ 7 - 6-^^;i/-4 

6 8 3mg (6 6%JR^) , 0T#6*lfc. 
1 H-NMR:8ppm;l. 47 (6H, s), 2. 70 (2H, m) , 4. 
28 (1H, brs), 5. 08 (2H, s), 7. 32 (5H, m), 7. 7 

9 (3 H, m) , 8. 1.3 (1H, m) , 

(S) -2- ( P - h;i/x>x;i/^>T^ K) - G-V^yV/lT § 
J - 6 -*^;i/-4 -s\-7?-ym<DW& 

n, N-^/os?;i/- 1 , i -^^^;i/^nA o ;i/=ar;i/T^ y 1 . 3 2g (5. 2 

Omiol, 10^1) ^THF2 0mL{CMSf, ~ 7 8 TCT* n V 
f?A/^f>i$4. OmL (1. 5M % 6. Ommol, 12^1) £ 5 
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-;i/-7i;y^-2-^>ii2i. o mg (o. soudoDoth 

*^£M*H/S£^iL£i±£ 0 *&l^pH2»e>*lfcffl3:j#»fc 1 H--NM 
RK«fc »J#*rU «t^« ( ( S ) -2- (p-h^x>^;b^> 7 ^ K ) -6- 

^>^7^ y - 6 -*^;i/-4 -^^>k©^ d ;\Vi/«©^n h > ( 

2. 8-2. 9 p pm) ) frbUmZltn't&t.tomi 4%T*&o£ 0 
[0 0 7 3] 



2001-3034450 



#2 000-039415 



mm 

[Si] 
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m m a m m m m 



m&m^r (00 0 000 94 1] 

1. &M*£BB 1 9 9 0^ 8J!27B 

was*] mm&* 

ft ffi *l&^*l£r|j;ffcEttr£^3TB 2 #4 -li- 
ft & mm^jimm^it 
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